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Claims 



1. A^heterodiazinon compound represented by the 
following formula (D , a pharmacologically acceptable salt 
thereof or hyc^rates thereof . 



(I) 



In the formula, \ represents oxygen, sulfur or a group 

\ 3 

represented by the formul^ >NR (wherein R represents hydrogen 
atom or a lower alkyl group) Xr 1 and R 2 are the same as or different 
from each other and each represents an optionally substituted 
aryl group, an optionally substituted heteroaryl group, an 
optionally substituted aralkyl group, an optionally 
substituted heteroaryl alkyl group\ an optionally substituted 
aryl alkenyl group, an optionally substituted heteroaryl 
alkenyl group, an optionally substituted piperidyl group, an 
optionally substituted piperazinyl group\a morpholinyl group, 
an optionally substituted lower cycloalkw group, a 
tetrahydrof uranyl group, a tetrahydropyranya group, an 
adamantyl group, an optionally substituted amino group or an 
optionally substituted amide group; and R 4 and R\ are the same 
as or different from each other and each represents hydrogen 
atom, hydroxyl group, a halogen atom, ni trile group , nkro group, 
a lower alkyl group, an aryl group or a heteroaryl g^roup, 

provided that the compounds represented by the foliSpwing 
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formula (II) : 




(id 



(wherein R 11 and^R 12 are the same as or different from each other 
and each represents^ hydrogen atom, fluorine, chlorine, bromine, 
iodine, a C1-C2 fluo^oalkyl group, a C1-C2 chloroalkyl group, 
a C1-C2 bromoalkyl group, a C1-C6 alkyl group, a C3-C6 
cycloalkyl group, a C7 - C9y aralkyl group, phenyl group, a C1-C6 
alkoxy group, a C1-C6 alkyVthio group, a C1-C6 alkylsulf inyl 
group, a C7 - C9 aralkoxy group ,\r>henoxy group , phenylthio group, 
phenylsulf onyl group, an alkal\ metal carboxylate C2-C5 
alkoxycarbonyl group or a group represented by the formula 
-N(R 15 )R 16 (wherein R 15 and R 16 are theVame as or different from 
each other and each represents hydrogeij atom or a C1-C2 alkyl 
group) ; and R 13 and R 14 are the same as oAdifferent from each 
other and each represents a alkylsulf onyl^group, nitro group, 
a group represented by the formula -OCH n X 3 „ n \wherein X 
represents fluorine, chlorine, bromine or iodiir^; and n is an 
integer of 1 to 3) or the same groups as defined ^)ove for R 11 
and R 12 ) are excluded. 

2. The heterodiazinon compound according to cl^sim 1, a 
pharmacologically acceptable salt thereof or hydrates theVeof , 
wherein R 4 and R 5 are the same as or different from each ot\er 



)5PCTT 



id each represents hydrogen atom, hydroxyl group, a C 1 _ 6 alkyl 
gro^p or an aryl group. 

\3 . The heterodiazinon compound according to claim 1, a 
pharmacologically acceptable salt thereof or hydrates thereof, 
wherein R 4 \s hydrogen atom and R 5 is hydroxyl group, a C 1 _ 6 alkyl 
group or an afcryl group. 

4. The heterodiazinon compound according to claim 1, a 
pharmacologically\cceptable salt thereof or hydrates thereof, 
wherein R 4 is hydrog&n atom and R D is hydroxyl group, methyl 
group, ethyl group, n-p^opyl group, i -propyl group or phenyl 
group . 

5. The heterodiazinoiKcompound according to claim 1, a 
pharmacologically acceptable sa^t thereof or hydrates thereof, 
wherein R 4 and R 5 are the same asW different from each other 
and each represents methyl group, e\hyl group, n -propyl group 
or i- propyl group, 

6. The heterodiazinon compound according to claim 1, a 
pharmacologically acceptable salt thereof \r hydrates thereof, 
wherein A is oxygen 

7. The heterodiazinon compound according to claim 1, 
wherein R 4 and R 5 are hydrogen and which is represented by the 
following formula (III) 



II 



^ 1 



(III) 



(wherein A , R 1 and R 2 have the same meanings as defined above) , 
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rmacologically acceptable salt thereof or hydrates 

of . 
\ 

Ni. The heterodiazinon compound according to claim 7, a 
pharmaco\pgically acceptable salt thereof or hydrates thereof, 
wherein R 1 \s an optionally substituted aryl group, an 
optionally substituted heteroaryl group, an optionally 
substituted araLkyl group, an optionally substituted 
heteroaryl alkyl grspup, an optionally substituted aryl alkenyl 
group, an optionallyN^ubs ti tuted heteroaryl alkenyl group, a 
morpholinyl group, a lcswer cycloalkyl group, an optionally 
substituted amino group or an optically substituted amide 
group; and R 2 is an optionally substituted aryl group, an 
optionally substituted heteroauryl group, an optionally 
substituted aralkyl group, an optionally substituted 
heteroaryl alkyl group, a lower cycloalkyl group, a 
tetrahydrof uranyl group, a tetrahydromyranyl group, an 
optionally substituted piperidyl group or an adamantyl group. 

9. The heterodiazinon compound according to claim 7 or 
8, a pharmacologically acceptable salt thereof or hydrates 
thereof, wherein the substituent groups on R 1 andSR 2 are hydrogen 
atom, halogen atom, hydroxyl group, lower alkyl Vroup, lower 
alkenyl group, lower alkynyl group, lower alkoxy giroup, lower 
thioalkoxy group, hydroxy lower thioalkoxy group, aVylthio 
group, heteroaryl thio group, heteroaryl (hydroxy ) alkyl Vroup , 
halogenated lower alkyl group, hydroxy lower alkyl group, 
dihydroxy lower alkyl group, halogenated (hydroxy) lower allWl 
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g^oup, hydroxyalkenyl group, hydroxyalkynyl group, hydroxy 
/ lowei cycloalkenyl group, lower alkoxy (hydroxy ) alkyl group, 



B 

67)tr 1 



lower alkoxy (hydroxy) alkoxy group, lower alkoxy alkyl group. 



.sz 



ower alkoxy alkoxy group, lower thioalkoxy alkoxy group, lower 
alkyl sulfonVl alkoxy group, hydroxy lower alkoxy group, 
dihydroxy lower^alkoxy group, hydroxy lower alkyl alkoxy group, 
hydroxy imino lower alkyl group, lower 

cycloalkyl (hydroxy) adkyl group, aralkyl group, hydroxyaralkyl 
group, cyano group, cyano lower alkyl group, amide group, 
N-lower alkyl amide grow, N-lower cycloalkyl amide group, 
N,N-di- lower alkyl amide gVoup, N-hydroxy lower alkyl amide 
group, N-hydroxy lower alkyl -k- lower alkyl amide group, N-aryl 
amide group, cyclic aminocarboWl group, carbamoyl group, 
N-lower alkyl carbamoyl group, N\N-di- lower alkyl carbamoyl 
group, aminosulf onyl group, cyclicXaminosulf onyl group, N- 
lower alkyl aminosul f onyl group, N-lcawer cycloalkyl 
aminosulf onyl group, N,N-di-lower alky l\aminosulf onyl group, 
N-hydroxy lower alkyl aminosul f onyl group, ^J-lower alkoxy alkyl 
aminosulf onyl group, N-halogenated lower alk^l sulfonyl group, 
pyrrolidinyl sulfonyl group, lower alkyl sulfcJnyl amino alkyl 
group, N-lower alkyl aminosul f onyl alkyl group , \N , N- di - lower 
alkyl aminosulf onyl alkyl group, lower acyl group ,\l ower acyl 
alkyl group, lower cycloalkyl (hydroxy ) methyl groupN 
tetrahydropyranyl group, hydroxy tetrahydropyranyl grd>up, 
hydroxy lower alkyl tetrahydropyranyl group, lower acyl a^nino 
alkyl group, ( thiazole - 2 - yl ) hydroxyme thyl group, 
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diY^hiazole - 2 -yl) hydroxyme thyl group, lower alkyl sulfonyl 
groupy lower alkoxy alkyl sulfonyl group, hydroxy lower alkyl 
sulf onyl^group, lower alkyl sulfonyl alkyl group, N- lower alkyl 
amide alkyl group, aryl group, aralkyl group, heteroaryl group, 
heteroaryl iWer alkyl group, heteroaryl lower alkoxy group, 
heteroaryl sulronyl group, 4 -morpholinyl sulfonyl group, 4- 
oxythiomorpholinyl sulfonyl group, 4 - dioxythiomorpholinyl 
sulfonyl group, 4 -moqrphol inyl sulfonyl group, hydroxy lower 
cycloalkyl group, hydroxy lower cycloalkyloxy group, hydroxy 
cycloalkenyl group, halog^enated hydroxy lower alkyl group, 
4 -hydroxypiperidyl group, lower alkoxypiper idyl group, 
w , w - lower alkylene dioxyalkyl group, (0 # (0. lower alkylene dioxy 
alkoxy group, lower cycloalkyl hVdroxy methyl group, aryloxy 
group, aryl aminosulf onyl group, amrno group, lower alkyl amino 
group, di- lower alkyl amino group, hydroxy lower alkyl amino 
group, lower acyl amino group, hydroxy lVer acyl amino group, 
lower alkyl sulfonyl amino group, pyridyl \Lower alkoxy group, 
lower alkyl pyridyl alkoxy group, lower alkoky hydroxy alkoxy 
group, lower thioalkoxy alkoxy group, lower alkyl sulfonyl 
alkoxy group, N- lower alkyl carbamoyl group , N, N- ai- lower alkyl 
carbamoyl group, N- hydroxy lower alkyl carbamoyl \jroup, N- 
hydroxy lower alkyl -N- lower alkyl carbamoyl group, halsogenated 
lower alkoxy group, cyano lower alkoxy group, hydroxy^ lower 
cycloalkoxy group, trif luoromethyl group, trif luorometnoxy 
group, amino lower alkoxy group, N- lower alkyl aminoalko: 
group, N,N-di-lower alkyl aminoalkoxy group, lower acyl alkox] 
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roup, lower acyl aminoalkoxy " group , ( 1 , 3 - dioxolanyl ) lower 
allcVl group, ( 1 , 3 - dioxolanyl ) lower alkoxy group, amide lower 
alkoxy\group, 4- (hydroxy alkyl) tetrahydropyran - 4 -yl group, 
2 , 3 -dihyo^obenzof uranyl group, 2 -hydroxy- 2 -alkyl -2,3- 
dihydrobenzo^aranyl group, indanonyl group, hydroxyindanyl 
group, imidazolysl lower alkoxy group, succimide group or 2- 
oxazolidone- 3 -yl gr^oup, optionally substituted benzoyloxy 
lower alkyl group, optionally substituted amino lower alkyl 
group, optionally substituted amino lower alkoxy group, 
optionally substituted aralKVloxy group, optionally 
substituted heteroaryl alkoxy g^pup, optionally substituted 
morpholinyl lower alkoxy group, optionally substituted 
piperidyl lower alkoxy group, optionally substituted 
piperazinyl lower alkoxy group or optionally substituted 



\ 



pyrrolidinyl lower alkoxy group. 

The heterodiazinon compound according to claims 7 
to 9 represented by the following formula (IV) : 



T 



X 



(IV) 



(wherein R 1 and R 2 have the same Meanings as defined above) , 
a pharmacologically acceptable salt thereof or hydrates 
thereof . 

11. The heterodiazinon compound accordingNto claims 7 
to 10, a pharmacologically acceptable salt thereof or borates 
thereof, wherein the aryl group is a group selected from phen$ 
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rroup, indenyl group, naphthyl group, azulenyl group, 
heVtalenyl group and anthnyl group; the heteroaryl group is a 
groups, selected form thienyl group, furyl group, pyranyl group, 
pyrrolyi group, imidazolyl group, pyrazolyl group, triazolyl 
group, teKrazolyl group, isothiazolyl group, thiazolyl group, 
thiadiazolylvgroup, isoxazolyl group, pyridyl group, pyrazinyl 
group, pyrimidVl group, pyridazinyl group, indolizinyl group, 
isoindolyl group\indolyl group, indazolyl group, isoquinolyl 
group, quinolyl gr6jip, phthalazinyl group, naphthylidinyl 
group, quinoxalinyl ^sroup, quinazolinyl group and cinolynyl 
group; and the lower cyc\oalkyl group is a group selected from 
cyclopropyl group, cyclob\tyl group, cyclopentyl group, 
cyclohexyl group, cyclohept}^. group and cycloctyl group. 

12. The heterodiazinon Compound according to claims 7 
to 11, which is the compound seitected from the following 
compounds or pharmacologically acceptable salts thereof or 
hydrates thereof 

(1) 2- (2 -Pyridyl) - 4 -phenyl - 4H- 1 , 3, 4 - ox^diazine - 5 (6H) -one, 

(2 ) 2 - (2 -pyrazinyl ) - 4 -phenyl - 4H- 1 , 3 , 4 -oxa&iazine - 5 (6H) -one , 
(30 2- (1 -methyl - 2 -pyrolyl ) - 4 - phenyl - 4H - 1 , 3 ,\- oxadiaz ine ■ 
5 (6H> -one, 

(4 ) 2,4- diphenyl - 4H - 1 , 3 , 4 - oxadiaz ine - 5 (6H) - one , 

(5 ) 2 - (2 , 3 - dimethoxyphenyl) - 4 -phenyl - 4H- 1 , 3 , 4 -oxad\azine 
5 (6H) -one, 

(6 ) 2 - (2 -pyrrolyl ) - 4 -phenyl - 4H- 1 , 3 , 4 - oxadiaz ine - 5 ( 6H) 

(7 ) 2 - (2 - quinolyl ) -4 -phenyl - 4H- 1 , 3 , 4 -oxadiaz ine- 5 (6H) -one\ 
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\) 2 - (6 -methyl - 2 -pyridyl) -4 -phenyl -4H- 1,3, 4 - oxadiazine ■ 
5 (&«) - one, 

(9) 2\benzoyloxymethyl - 4 -phenyl -4H-1, 3, 4 - oxadiazine - 5 (6H) 
one , 

(10) 2- (2 pyridyl) -4 - (2 , 4 - dif luorophenyl ) -4H-1,3,4- 
oxadiazine - 5\f6H) -one, 

(11) 2- (2rpyri\yl) - 4 - cyclohexyl - 4H - 1 , 3, 4 - oxadiazine - 5 (6H) 
one , 

(12) 2- (2 -chloro-4 -pyridyl) - 4 -phenyl - 4H - 1 , 3, 4 - oxadiazine - 
5 (6H) -one, 

(13) 2- (3 -methoxy-2 -pyr\dyl) -4 -phenyl -4H- 1 , 3, 4 -oxadiazine- 
5 (6H) -one, 

(14 ) 2 - ( 3 -hydroxy- 2 -pyridyl )\4 -phenyl - 4H - 1 , 3 , 4 - oxadiazine - 
5 (6H) -one, 

(15) 2 - styryl - 4 - phenyl - 4H - 1 , 3 , 4 -is^xadiazine - 5 ( 6H) - one , 

(16) 2- [2- (3 -pyridyl) vinyl] - 4 -pheny^ - 4H - 1 , 3 , 4 - oxadiazine - 
5 (6H) -one, 

(17) 2- (2 -methoxyphenyl) -4- (2 -bromophen\l ) -4H- 1, 3,4 - 
oxadiazine-5 (6H) -one, 

(18) 2- (4 -nitrophenyl) - 4 -phenyl - 4H - 1 , 3, 4-ox\diazine-5 (6H) 
one , 

(19) 2 - (3 -nitrophenyl) -4 -phenyl - 4H- 1 , 3 , 4 -oxadiazine - 5 (6H) 
one , 

(20) 2 - (2 -nitrophenyl ) -4 -phenyl - 4H - 1 , 3 , 4 -oxadiazine - \(6H) 
one , 

(21) 2 - (4 - morpholinyl ) - 4 - phenyl - 4H- 1 , 3 , 4 - oxadiazine - 5 (6H) y 
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(2\) 2 - cyclohexyl - 4 -phenyl - 4H - 1 , 3 , 4 -oxadiazine - 5 ( 6H) - one , 

(23 ) \2 - dimethyl amino - 4 -phenyl - 4H- 1 , 3 , 4 - oxadiazine - 5 (6H) - 
one , 

(24 ) 2 - d\methylamino - 4 -phenyl - 4H - 1 , 3 , 4 - thiadiazine - 5 ( 6H) 
one , 

(25) 2 - (2,6 -^imethoxyphenyl) -4 -phenyl -4H- 1,3,4 -oxadiazine 
5 (6H) -one, 

(26) 2 - (2 -methoxVphenyl) -4 - (2 - f luorophenyl ) -4H- 1 , 3 , 4 - 
oxadiazine-5 (6H) -oVe, 

(27 ) 2 -phenyl - 4 -cycrohexyl - 4H- 1 , 3 , 4 -oxadiazine - 5 (6H) - one , 
(2 8) 2- (2 -methoxypheny^) - 4 - cyclohexyl - 4H - 1 , 3, 4 -oxadiazine 
5 (6H) -one, 

(29) 2 - (3 -pyridyl ) - 4 -phenyl - 4H- 1 , 3 , 4 -oxadiazine-5 (6H) - one , 

(30) 2-phienyl-4- ( 2 - bromopheAyl ) -4H-1, 3, 4 - oxadiazine - 5 (6H) 
one , 

(31) 2- (2-thienyl) - 4 -phenyl -4H- 3 , 4 -oxadiazine- 5 (6H) -one, 

(32) 2 -benzyl -4 -phenyl -4H- 1 , 3, 4 - oxadiazine - 5 (6H) -one, 

( 33 ) 2 - ( 2 -pyridyl ) - 4 - (2 - bromophenyl\- 4H - 1,3,4- oxadiazine 
5 (6H) -one, 

(34) 2- (2 -pyridyl) - 4- ( 2 - f luorophenyl ) -4f^-l, 3, 4 - oxadiaz ine - 
5 (6H) -one, 

(35) 2- (2-pyridyl) -4- ( 2 -me thoxyphenyl ) -4H-1\3, 4-oxadiazine 
5 (6H) -one, 

(36) 2 -phenyl -4- ( 2 - cyanophenyl ) -4H-1, 3, 4 - oxadia\ine - 5 (6H) 
one , 
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(37) 2 -phenyl -4- ( 2 - ni trophenyl ) -4H-1, 3, 4 - oxadiaz ine - 5 (6H) y 
one , 

(3 8) 2 -phenyl -4- (2-pyridyl) -4H-1, 3, 4 - oxadiaz ine - 5 (6Hl/-one, 

( 39 ) 2 -phenyl - 4 - ( 3 -pyridyl ) -4H-1,3,4- oxadiaz ine - 5 ( f*H) - one , 

(40) 2 - phenyl - 4 - (3 - cyano - 2 - pyridyl ) - 4H -1,3,4- oxa/liazine - 
5 (6H) -one, 

(41) 2 -phenyl - 4 - (2 - hydroxyme thylphenyl ) - 4H - y, 3 , 4 - 
oxadiazine-5 (6H) -one, 

(42 ) 2 - phenyl - 4 - ( 2 - cyano - 3 -pyridyl ) - 4H -yi , 3 , 4 - oxadiaz ine 
5 (6H) -one, 

(43 ) 2 -phenyl -4 - ( 2 - thienyl ) - 4H - 1 , 3 /4 - oxadiaz ine - 5 (6H) - one , 

(44 ) 2 -phenyl - 4 - ( 3 - thienyl ) - 4H - 1/3 , 4 -oxadiaz ine - 5 ( 6H) - one , 

(45 ) 2 -phenyl - 4 - ( 4 - cyanopheny]/ - 4H-1,3,4- oxadiaz ine - 5 ( 6H) - 
one , 

(4 6 ) 2 -phenyl - 4 - (3 - cyanopXenyl) -4H-1,3,4- oxadiaz ine - 5 ( 6H) - 
one , 

( 47 ) 2 -phenyl - 4 - ( 2 - cydno - 3 - thienyl ) -4H-1,3,4- oxadiaz ine - 
5 (6H) -one, 

(4 8) 2 - (2 -hydrox/phenyl) -4 - (2 -bromophenyl ) - 4H- 1 , 3 , 4 
oxadiazine-5 (feH) -one, 

(49) 2 - (2 - hyoroxyphenyl ) - 4 -phenyl -4H-1,3,4- oxadiaz ine - 
5 (6H) -one, 

(50) 2 -phenyl - 4 - ( 2 - hydroxyphenyl ) -4H-1,3,4- oxadiaz ine ■ 
5 (6H)/one, 

(510 2- (2 -hydroxyphenyl) -4 - ( 2 - f luorophenyl ) -4H-1, 3, 4 - 
/xadiazine-5 (6H) -one, 
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f ( 52 ) 2 - (2 - hydroxyphenyl ) - 4 - (4 - f luorophenyl ) - 4H - 1 , 3 , Ay 
oxadiazine - 5 ( 6H) -one, 

(53) 2- (2 -hydroxyphenyl) -4- (2, 4 - dif luorophenyl ) -/H-l, 3,4- 
oxadiazine - 5 ( 6H) - one , 

(54 ) 2 - [2 - (2 - dimethylamino) ethoxyphenyl ] - 4 - {A -bromophenyl) 
4 H - 1 , 3 , 4 - oxadiazine - 5 ( 6H) -one, 

( 55 ) 2 - [2 - (4 -pyridyl ) me thoxyphenyl ] - 4 -plryfenyl - 4H - 1 , 3 , 4 
oxadiazine-5 (6H) -one, 

(56) 2 - {2 - [2 - (4 -morpholinyl) ethoxy] j/henyl} -4 -phenyl -4H- 
1,3,4 -oxadiazine- 5 ( 6H) -one , 

( 57 ) 2 - [2 - (2 -pyridyl) me thoxyphenyl] - 4 -phenyl - 4H- 1 , 3 , 4 
oxadiazine-5 (6H) -one, 

(58) 2 - [2 - (3 -pyridyl) me thox/phenyl] - 4 -phenyl - 4H- 1 , 3 , 4 - 
oxadiazine-5 (6H) -one, 

(59) 2-{2-[2- (1-piperid/l) ethoxy] phenyl} - 4 -phenyl - 4H- 1 , 3, 4 
oxadiazine-5 (6H) -one,, 

(60) 2 - {2 - [2 - (1 -pyrrol idinyl) ethoxy] phenyl } - 4 -phenyl - 4H - 
1,3,4- oxadiazine yb ( 6H) - one , 

(61) 2- [2- (2 -dimethyl aminoethoxy) phenyl] - 4 - phenyl - 4H - 1 , 3, 4 
oxadiazine - 5 ySH) -one, 

( 62 ) 2 - [2 - $3 - dime thyl ami nopropoxy) phenyl] - 4 -phenyl - 4H - 
1,3,4- oxacdiazine - 5 ( 6H) - one , 

(63) 2/{2 - [3 - (1 -piperidinyl) propoxy] phenyl} -4 -phenyl -4H- 
1 , 3 , d- oxadiazine - 5 ( 6H) - one , 

(6 /) 2 -phenyl - {4 - [2 - (4 -morpholinyl ) ethoxy] phenyl} - 4H- 1 , 3 , 4 
xadiazine - 5 ( 6H) -one, 
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(65) 2-phenyl-4- [ 2 - ( 2 - dime thylaminoethoxy) phenyl ] -4H-l,3,4y 
oxadiazine-5 (6H) -one, 

(66) 2- [2- (2 -dime thylaminoethoxy) phenyl] -4- (2- 
f luorophenyl ) - 4H - 1 , 3 , 4 - oxadiazine - 5 ( 6H) - one , 

(67) 2 - {2 - [2 - (4 -morpholinyl ) ethoxy] phenyl} -4 - (2 - 
f luorophenyl ) - 4H- 1 , 3 , 4 - oxadiazine - 5 ( 6H) - one , 

(68) 2- {2 - [2- (4 -morpholinyl) ethoxy] phenyl} -4/(2 
bromophenyl) -4H- 1 , 3 , 4 -oxadiazine- 5 (6H) -one/ 

(69) 2-{2-[2-(4 -morpholinyl ) ethoxy] phenyl} - 4 -cyclohexyl - 4H- 
1,3,4- oxadiazine - 5 ( 6H) - one , 

(70) 2-{2-[2-(4 - morpholinyl) ethoxy] iJhenyl } - 4 - (4 - 
f luorophenyl )-4 H - 1 , 3 , 4 - oxadiazine - 5 ( 6H) - one , 

(71) 2-{2-[2- (4 -morpholinyl) ettfoxy] phenyl } -4- (2,4- 
dif luorophenyl) -4H- 1 , 3 , 4 -oxadiazine- 5 (6H) -one, 

(72) 2 - [3 - (2 -hydroxy ethox^ - 2 -pyridyl] - 4 - phenyl - 4H - 1 ,3,4- 
oxadiazine - 5 ( 6H) - one , 

(73) 2- {3 - [2- (4 -morpholinyl ) ethoxy] - 2 -pyridyl} - 4 -phenyl - 4H- 
1,3,4- oxadiazine- 5 LoH) - one , 

(74) 2-{3-[2- (1 -paper idyl) ethoxy] -2 -pyridyl} -4 -phenyl -4H- 
1,3,4- oxadiaziiie- 5 ( 6H) - one , 

(75) 2 - { 3 - [2/ (1 -pyrrol idinyl) ethoxy] - 2 -pyridyl} - 4 -phenyl - 
4H - 1 , 3 , 4 - o6cadiazine - 5 ( 6H) - one , 

(7 6 ) 2 -A3 - [2 - (1 -methyl - 2 - pyrrol idinyl ) ethoxy] - 2 -pyridyl} - 4 
phenyl - 4H - 1 , 3 , 4 - oxadiazine - 5 ( 6H) - one , 

(77O 2- [3- (2 -dimethylaminoethoxy) -2-pyridyl] - 4 -phenyl - 4H- 
r , 3 , 4 - oxadiazine - 5 ( 6H) - one , 
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on* 

(7 9 )\2 - (2 -aminophenyl ) - 4 -phenyl - 4H - 1 , 3 , 4 - oxadiazine - 5 ( 6H) 
one , 

(80) 2 -phenyl -4 - ( te trahydro - 4 H - pyran - 4 - y 1 ) -4H-1, 3, 4 
oxadiazine\ 5 ( 6H) -one, 

(81) 2 -pheny^ - 4 - (1 -methyl - 4 -piper idyl ) -4H-1,3,4- oxadiazine 
5 (6H) -one, 

( 82 ) 2 -phenyl - 4 \(3 - quinuclidinyl ) -4H-1, 3,4- oxadiazine - 
5 (6H) -one, 

(83) 2-pyridyl-4- ( 1 \benzyl - 4 - piper idyl ) -4H-1, 3,4 
oxadiazine - 5 ( 6H) -one, 

( 84 ) 2 -phenyl - 4 - (3 - te tr\hydro furanyl ) -4H-1,3,4- oxadiazine 
5 (6H) -one, 

( 85 ) 2 -phenyl - 4 - eye 1 open tyl\4H -1,3,4- oxadiazine - 5 ( 6H) - one , 
( 86 ) 2 -phenyl - 4 - ( 1 -benzyl - 4 -p^peridyl ) - 4H - 1 , 3 , 4 - oxadiazine 
5 (6H) -one, 

(87) 2-phenyl-4- [1- (2 -pyridyl) eth\l] - 4H - 1 , 3 , 4 - oxadiazine - 
5 (6H) -one, 

(88) 2-phenyl-4- [1- ( 3 - pyridyl ) ethyl ] N^H - 1 , 3 , 4 - oxadiazine ■ 
5 (6H) -one, 

(89 ) 2 -phenyl - 4 - [1 - (4 -pyridyl ) ethyl] - 4H -\, 3 , 4 - oxadiazine - 
5 (6H) -one, 

( 90 ) 2 - ( 3 - dimethyl aminophenyl ) - 4 -phenyl - 4H - 1\3 , 4 - 
oxadiazine-5 (6H) -one, 

(91 ) 2 - (2 - dime thy laminophenyl) - 4 - phenyl - 4H - 1 , 3 , 4\ 
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oxadiazine-5 (6H) -one, 

(92 ) 2 - [2 - (4 -pyridyl ) me thylaminophenyl ] - 4 -pheny^/4H -1,3,4- 
oxadiazine-5 (6H) -one, 

(93 ) 2 - [2 - (3 - pyridyl) me thylaminophenyl ] - 4y£>henyl - 4H - 1 , 3 , 4 - 
oxadiazine-5 (6H) -one, 

(94 ) 2 - (4 -pyridyl ) - 4 -phenyl - 4H- 1 , 3 \ A, - oxadiazine - 5 ( 6H) -one, 

(95) N- (2 -pyridyl) - [4 -phenyl - 4g/l , 3, 4 - oxadiazine - 5 (6H) -one- 
2 - yl ] carboxamide , 

(96) N- (3 -pyridyl) - [4 -plyefhyl - 4H - 1 , 3 , 4 - oxadiazine - 5 (6H) -one- 
2 - yl ] carboxamide , 

( 97 ) N- (4 -pyridyl^ [4 -phenyl -4H-1,3,4- oxadiazine - 5 ( 6H) - one - 
2 -yl] carboxaniL 

(98) 1, 3-d^phenyl-4-methyl-4 , 5-dihydro-l, 2, 4- triazine- 
6 (1H) -oife and 

(99 i)/l - phenyl - 3 - (2 -pyridyl ) - 4 - methyl -4,5- dihydro -1,2,4- 

^riazine-6 (1H) -one. 

13. A pharmaceutical composition comprising a 
pharmacologically acceptable amount of the compound 
represented by the following formula (I) , a pharmaceutically 
acceptable salt thereof or hydrates thereof, and 
pharmacologically acceptable carriers . 



R 



R 2 



(I) 



In the formula, A represents oxygen, sulfur or a group 
represented by the formula >NR 3 (wherein R 3 represents hydrogen 
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atom or a lower alkyl group) ; R 1 and R 2 are the same as or different 
from each other and each represents an optionally substituted 
aryl group, an optionally substituted heteroaryl group, an 
optionally substituted aralkyl group, an optionally 
substituted heteroaryl alkyl group, an optionally substituted 
aryl alkenyl group, an optionally substituted heteroaryl 
alkenyl group, an optionally substituted piperidyl group, an 
optionally substituted piperazinyl group, a morpholinyl group, 
an optionally substituted lower cycloalkyl group, a 
tetrahydrof uranyl group, a tetrahydropyranyl group, an 
adamantyl group, an optionally substituted amino group or an 
optionally substituted amide group; and R 4 and R 5 are the same 
as or different from each other and each represents hydrogen 
atom, hydroxyl group, halogen atom, nitrile group, nitro group, 
a lower alkyl group, an aryl group or a heteroaryl group, 



14. The pharmaiseutical composition according to claim 
13, wherein R 4 and R 5 in\he compound are hydrogen atoms, and 
the compound is represented by the following formula (V) : 



^ R 'Xx>> 



wherein A, R 1 and R 2 have the same meanings as defined above. 




15. A pharmacet^fedcal preparation comprising the 
compound represented by the^feollowing formula (I), a 
pharmaceutically acceptable saltt^^eof or hydrates thereof 
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( I ) 



A the formula, A represents oxygen, sulfur or a group 
representee^ by the formula >NR 3 (wherein R 3 represents hydrogen 
atom or a lower^alkyl group) ; R 1 and R 2 are the same as or different 
from each other ahd each represents an optionally substituted 
aryl group, an optionally substituted heteroaryl group, an 
optionally substi tuted\aralkyl group, an optionally 
substituted heteroaryl alRvl group, an optionally substituted 
aryl alkenyl group, an optionally substituted heteroaryl 
alkenyl group, an optionally substituted piperidyl group, an 
optionally substituted piperazinyl group , a morpholinyl group, 
an optionally substituted lower cycloalkyl group, a 
tetrahydrof uranyl group, a tetrahydropy^anyl group, an 
adamantyl group, an optionally substitutedN^mino group or an 
optionally substituted amide group; and R 4 and\R 5 are the same 
as or different from each other and each represents hydrogen 
atom, hydroxy 1 group, a halogen atom, nitrile group, nxstro group, 
a lower alkyl group, an aryl group or a heteroaryl group, 



16. \he pharmaceutical preparation according to claim 
15, wherein R 4 ^and R 5 in the compound are hydrogen atoms, and 
the compound is represented by formula (V) : 
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JtL 




wherein A, R 1 and R 2 have \he same meanings as defined above 



\ 



17 . The pharmaceutical preparation according to claim 



15 or 16 for use as an agent for preventing, treating and 
ameliorating diseases against which non -N-methyl -D - aspartate 
exci tatory\amino acid receptor antagonistic action is 
effective . 

18. The pharmaceutical preparation according to claim 
15 or 16 for use\as an agent for preventing, treating and 
ameliorating diseasses against which 2 - amino- 3 -hydroxy - 5 - 
methyl - 4 - isoxazole propionic acid receptor antagonistic 
action is effective, 

19. The pharmaceutical preparation according to claim 
15 or 16 for use as an ag^nt for preventing, treating and 
ameliorating nerve degeneration diseases. 

20. The pharmaceuticaApreparation according to claim 
15 or 16 for use as an agent fair preventing, treating and 
ameliorating demyelinating nerve\ diseases . 

21. The pharmaceutical preparation according to claim 
15 or 16 for use as an agent for preventing, treating and 
ameliorating acute nerve degenerati&i^^Eter cerebral ischemia, 
traumas in the head and spinal injuSs^^Al^eimer 's disease, 
Parkinson's disease, amyotrophic lateral \sclerosis , 
Huntington's chorea, epilepsy, pain, multiple sclerosis, 
encephalomyelitis, Guillain Barre syndrome, Marchiafava 
Bignami disease, Devic disease, Balo disease, \lV or HTLV 
myelopathy or leukoencephalopathy 
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22. A method of preventing, treating and ameliorating 
diseases against which non - N - methyl - D - aspartate excitatory 
amino acid receptor antagonistic action is effective, which 
comprises administering a pharmacologically effective amount 

_ of the pharmaceutical preparation according to claim 15 or 16 
to a patient. 

23. A method of preventing, treating and ameliorating 
diseases against which 2 - amino- 3 - hydroxy- 5 -methyl - 4 - 
isoxazole propionic acid receptor antagonistic action is 
effective, which comprises administering a pharmacologically 
effective amount of the pharmaceutical preparation according 
to claim 15 or 16 to a patient. 

24. \A method of preventing, treating and ameliorating 
nerve degeneration diseases, which comprises administering a 
pharmacologically effective amount of the pharmaceutical 
preparation according to claim 15 or 16 to a patient. 

25. A method of\ s preventing , treating and ameliorating 
demyelinating nerve disea.ses, which comprises administering a 
pharmacologically ef f ective^amount of the pharmaceutical 
preparation according to claim 15 or 16 to a patient. 

26. A method of preventing^ treating and ameliorating 
acute nerve degeneration after cerebral ischemia, traumas in 
the head and spinal injuries, Alzheimer '^disease , Parkinson's 
disease, amyotrophic lateral sclerosis, Huntington's chorea, 
epilepsy, pain, multiple sclerosis, encephalomyelitis , 
Guillain Barre syndrome, Marchiafava Bignami disease, Devic 
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disease, Baro^^disease , HIV or HTLV myelopathy or 
leukoencephalopathy., which comprises administering a 
pharmacologically effective amount of the pharmaceutical 
preparation according to cn^im^lS or 16 to a patient. 

27. Otee of the compound according to claim 15 or 16 for 
producing an agent for preventing, treating and ameliorating 
diseases agains us. which non-N -methyl - D - aspartate excitatory 
amino acid receptot antagonistic action is effective. 

28. Use of the\compound according to claim 15 or 16 for 
producing an agent for preventing, treating and ameliorating 
diseases against which 2 Aamino - 3 - hydroxy - 5 -me thyl - 4 - 
isoxazole propionic acid receptor antagonistic action is 
effective . 

29. Use of the compound according to claim 15 or 16 for 
producing an agent for preventing\ treating and ameliorating 
nerve degeneration diseases 

30. Use of the compound according to claim 15 or 16 for 
producing an agent for preventing, treating and ameliorating 
demyelinating nerve diseases 

31. Use of the compound according toVilaim 15 or 16 for 
producing an agent for preventing, treating a^nd ameliorating 
acute nerve degeneration after cerebral iXcX^^/ traumas in 
the head and spinal injuries, Alzheimer's dise^eA"R^Kinson' s 
disease, amyotrophic lateral sclerosis, HuntingtoA' s chorea, 
epilepsy, pain, multiple sclerosis, encephalomyelitis, 
Guillain Barre syndrome, Marchiafava Bignami diseased Devic 
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